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Patent Claims 



Process for the preparation of compounds of the formula I 




in which 



0), 



R represents, hydrogen or straight-chain or branched alkyl having up to 4 
carbon ator 



represents straight-chain alkyl having up to 4 carbon atoms, 

R"^ and R^ are identical or different and represent a straight-chain or branched 
alkyl chain having upy. to 5 carbon atoms, which is optionally 
substituted up to two tirn^s in an identical or different manner by 
hydroxyl or methoxy. 



or 



R^ and R"*, together with the nitrogen atom, fonn a piperidinyl, morpholinyl or 
thiomorpholinyl ring or a radical of the fcMmula 



■N N R' 



in which 



-30- 



k denotes hydrogen, formyl, straight-chain or branched acyl or 
\ alkoxycarbonyl each having up to 6 carbon atoms, or straight- 
\ chain or branched alkyl having up to 6 carbon atoms, which is 
\ optionally mono- to disubstituted, in an identical or different 
\manner, by hydroxyl, carboxyl, straight-chain or branched 
mkoxy or alkoxycarbonyl each having up to 6 carbon atoms, or 
denotes Cs-g-cycloalkyl, 

and the heteWycles mentioned under and R"^, formed together with 
the nitrogen \atom, are optionally mono- to disubstituted, in an 
identical or different manner, if appropriate also geminally, by 
hydroxyl, formyl, carboxyl, straight-chain or branched acyl or 
alkoxycarbonyl eacch having up to 6 carbon atoms, 

and/or the heterocyclVs mentioned under and R"^, formed together 
with the nitrogen atonty are optionally substituted by straight-chain or 
branched alkyl having Vp to 6 carbon atoms, which is optionally 
mono- to disubstituted, \ in an identical or different manner, by 
hydroxyl or carboxyl, \ 

and/or the heterocycles mentioned under R^ and R"*, formed together 
with the nitrogen atom, are omionally substituted by piperidinyl or 
pyrrolidinyl linked via N, \ 

R^ and R^ are identical or different and represent hydrogen, straight-chain or 
branched alkyl having up to 6 carbon Satoms, hydroxyl or straight-chain 
or branched alkoxy having up to 6 carbon atoms, 

characterized in that compounds of the formula (ID 
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in which 



R\ R^, and R^ have the meaniiigs indicated above. 




(H), 



are reacted with sulphuric acia to give compounds of the formula (III) 



in which 



R\ R^, R^ andyk^ have the meanings indicated above, 




(m). 



and then with thionyl chloride and the product thus obtained is reacted in situ 
in an iner/solvent with an amine of the formula (IV) 



(IV), 



and R have the meaning indicated above. 
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Mid, if appropriate, rcactod - to give - tho oorrecponding calta, hydrates of N"» 
oxido& 



rocess according to Claim 1, characterized in that 

\ denotes hydrogen or straight-chain or branched alkyl having up to 4 
clarbon atoms. 



10 



% 6' 



r55 
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20 



denotes straight-chain alkyl having up to 4 carbon atoms, 

R^ and R^ identically to or differently from one another denote a straight- 
chain or branched alkyl chain having up to 5 carbon atoms, which is 
optionally substituted up to two times in an identical or different 
manner by hydroxyl or methoxy. 



or 



R^ and R"^, together with the mtrogen atom, form a piperidinyl or morpholinyl 
ring or a radical of the rormula 



N R' 



25 



30 



in which 



denotes hydrogen, straight-chain or branched alkyl having up 
to 4 carbon atoms, which ia optionally mono- or disubstituted, 
in an identical or different nranner, by hydroxyl, straight-chain 
or branched alkoxy each having up to 4 carbon atoms, or 
denotes Cs-e-cycloalkyl, 



25 
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and the heterocycles mentioned under and R"^, formed together with 
the nitrogen atom, are optionall^^^^^monor^^^ disubstituted, in an 
identical or different manner, ^f- appropriate also geminally, by 
hydroxyl, straight-chain or branched_acyl'''or alkoxycarbonyl each 
having up to 4 carbon atoms, optionally by straight-chain or branched 
alkyl having up to 4 carbon atoms, which is optionally mono- or 
dikubstituted, in an identical or different manner, by hydroxyl. 
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R^ and R^ identically to or differently from one another denote hydrogen, 
straight-a|iain or branched alkyl having up to 6 carbon atoms, hydroxyl 
or straight-^hain or branched alkoxy having up to 6 carbon atoms. 

Process according to Claim 1, characterized in that 

R^ denotes hydrogen\or straight-chain or branched alkyl having up to 4 
carbon atoms. 



20 



R^ denotes straight-chain aUcyl having up to 4 carbon atoms, 

R^ and R"^ identically to or diffeWntly from one another denote methyl or 
ethyl, which are optionally s\ibstituted up to two times in an identical 
or different manner by hydroxy 



R^ and R"^, together with the nitrogen atom, 
ring or a radical of the formula 



a piperidinyl or morpholinyl 



30 



Le A 34 451-Fo g gign Countries 



10 



denotes hydrogen, methyl or ethyl, which is optionally mono- 
or disubstituted, in an identical or different manner, by 
hydroxyl, methoxy or ethoxy, or denotes cyclopentyl or 
cyclohexyl, 

and the Jieterocycles mentioned under R"^ and R"*, formed together with 
the nitrogen atom, are optionally mono- or disubstituted, in an 
identical o\ different manner,^ if appropriate also geminally, by 
hydroxyl, met^iyl or ethyl, V ^ y 



Hi 

m 
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R^ and R^ identically tb or differently from one another denote hydrogen, 
straight-chain or branched alkyl having up to 6 carbon atoms, hydroxyl 
or straight-chain or branched alkoxy having up to 6 carbon atoms. 

Process according to Claim 1 , Characterized in that 



20 



R^ denotes methyl or ethyl. 



R^ denotes n-propyl. 



25 



R^ and R"* identically to or differently from one another denote methyl or 
ethyl, which are optionally substWed up to two times in an identical 
or different manner by hydroxyl. 



or 



30 



R^ and R"*, together with the nitrogen atom, forri^ a piperidinyl or morpholinyl 
ring or a radical of the formula 
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N- 



vin which 



denotes hydrogen, methyl or ethyl, which is optionally mono- 
or disubstituted, in an identical or different manner, by 
yhydroxyl, methoxy or ethoxy, or denotes cyclopentyl or 
^clohexyl, 

and the hetWocycles mentioned under and R^, formed together with 
the nitrogen^ atom, are optionall^mono~or^disubstituted, in an 
identical or \ifferent manner, if appropriate ^Iso geminally, by 
hydroxyl, methyl or ethyl, 

denotes hyotogen. 




R^ 



denotes ethox^ 



Process according to Claim 1, Vharacterized in that the compounds of the 
formula (H) are prepared by reaction of the compounds of the formula (V) 



O R O \ 



(V), 



in which 



R^ and R^ have the meaning indicated Clairnyl 



and 
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l\ represents straight-chain or branched alkyl having up to 4 carbon 
atoms, 

with compounds of the general formula (VI) 



NH, 



NH 



NH 



xHCI 



in which 



(VI), 



and have the meaning indicted in Claim 1 



in a two-stage reaction in the systems methanol^nd phosphorous oxychloride/ 
acetic acid or methanol and acetyl chloride / aceticsacid. 



